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AB The invention provides compds . I [X = CO, C02 , CONH, S02 , S02NH or a 
direct link; Rl = (un) substituted alkyl, cycloalkyl, aryl, 

heterocycloalkyl, H when X is CONH, S02 , S02NH or a direct link, etc.; R2 
= H, alkyl; n = 0-3; R3 = H, Me; R4a, R4b = H, alkyl; q = 0-2; when q = 0, 
R3 and R4a form prolyl or prolyl derivs . , pipecolyl, or 

azetidine-2-carbonyl groups which are in the S-conf iguration; E is a 5- or 
6-membered arom. ring having 0-2 ring heteroatoms ; T is H, OH, CH20H, 
alkyl, cyano, an amidino, guanidino, amino or carbamoyl deriv.] which 
inhibit serine protease activity of matriptase or MTSP1. Also provided 
are pharmaceutical compns . for treating conditions ameliorated by 
inhibition of matriptase or MTSP1 . Thus, (R) -5 - [3 - (diaminomethyl) phenyl] - 
4- [(1-formyl- (S) -4 -guanidinobutylcarbamoylmethyl ) carbamoyl] -4- 
(methoxycarbonylamino) pentanoic acid tert-Bu ester was prepd. and showed 
IC50 < 100 nM for inhibition of matriptase activity. 
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